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Mr. A 10/089287 

« OP 3PH.iPxc™.tci5Rac-dPCT/PT0 , 6 M 

Cms-linked copolymer, based on 

TT, . . filed October 3, 2000.- 

ihe invenoon relates to cross-linked . , 

copolymers, saClr^^^^^ " ""^^ 

also r r irr 

--a„-e.se.,a..l.asas.po„:,re::^^^^^^ 
---on cross , iCpt t^^ 

polycarboxylic. ^ '™ ^'-'inked copolymer, is 

'nApplica,io„WO98/08897,,heApplica„,cla,-.edcross-li„kedco > 
non cross-Med polycarboxylic polyn,e„ said c ''^^^ on 

3 polycarboxylic polysaccharide, 1 a l! ""^"^ « - 

W imemational Applica,™ contains a, afo.mentioned 

I - one otber polycarbox^ ^^^^^^^^^^^^ ^"'^^-"^ and a. 

^epolycarboxylicpolymersoftbetiotypeTrTr^*'""'^^^ 
in aqueous solution does no. excludrLT , " "'""''°'«'^)' 

- 0^ heterogeneities resulting ^ ' " ""^'-""^'^ 

--^-nno„po,yLar.r::S^^^^^^^ 

^--non-saccHa::;:::^^^^^^^^^^^ 

« *e copolymers thus oZnTZ ^ ''^^^ ^^^^^^ 

'"-^--entbondirbrr^^^^^^^^^ 

•h-fore proposes new cross-linked The invention 

Polycarboxyliccopolyme^. ""^^ -n cross-l,„lced 
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5 "OMross-linked polymer, and "Aer noi^-saccharidic 

at least one of the not, saccharidic polysaccharides and nnl 
~s«edcopo,.e,,3po,ycaL,,r^^ 

polycarboxylic. ' """"^^ *e polysaccharide is 

0 3./eopolyn,e^: «e6«K«g^^e of claims 1 t,^:^ . 

Poiyca-boxylic polysaccharide is « fr^S^^^^^S^^ 

-y'opecti, arahinogaiaotan. catrail I • 
OextratUewansulrfTate fueansand f 7' *'osan, 
aumsMullulan. ^ ' '~-abie, locus. bea5 ^ g» 

^'aim the polysaccharide is 



same 



non^ 



4/ ^opolymeif ; 



20 



polycarboxylic 

polycarboxylic polysaccharide is eJ^?/, J^^^^^^ the 
alginic acid. ^^e^g^^ p^^^.^.^ ^ 

6-f^opolymer^^,,,,d«fr.^ ,f 

Polycarboxyl. polysaccharide is a glycosa.inotanlST^^ 

~^clai. 1 .e.4..it^^ 
polymer is non polycarboxylic. saccharidic 
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po, ycIboxyUc no„ saccharidic polymer tro.^o& acetatr,, poly(v,„y 

alcohol), poly(acrylic esters), poly(methaerylic esters); poly(methacrylamides) and 
poly(acrylamicles). 

A- on^^np nf claimrl tellLctoete m i id in that the non 
5 9y Obpolymer?r According - to ^ny nrip ot ciaimy i 

saccharidic polymer is polycarboxylic. 

lofepolymer^ aeee^WW of clairr>.44^ 9, cfe^U«i44«^ the non 

saccharidic polymer is a polycarboxylic acrylic polymer. 

n^&olymer^,^o.-di^ claim 10,.hlite^i4^the polycarboxylic acrylic 
10 polymer is poly(acrylic acid) or poly(methacrylic acid). 

n'^jCo ol mer*. according to --y^ of claimi 1 d o 1 1 , in ^vhich the cross-linkmg agent 
!'lJ!flm/c^^.?n'S^ amino acids ^ polyamines, ^ 

13fepolyme,fa«i«^ claim 12 i^^feTthe cross-linkmg agent Is a diamine. 

15 l4.1copolymer>-a ^o rd ing to ^ of claim^ 1 ia ^3. charut.rirpH i^ the 
polysaccharide is degradable by the microbial flora of the colon. 

^ .icim u^d^Si^ St^d in tha t the polysaccharide 

15^ Copolymer* acG^fdtj^ claim l^^fifearaettii^w f 



front^^l^oXTnlW^aluronic acid, pectinic acid, heparin, dextran, 
chitosan, amylose, pectin, alginates^ xanthan. 

u'^&olymer, a»«*,r*W^ of claim, W ,«^4S.xharac.««i**»« the 
polysaccharide is chondroitin su^ftate, the other said non saccharidic polymer ,s 
poly(acrylic acid) or poly(methacrylic acid), and the cross-linking agent ,s 

hexanediamine. 

17.Lcess for the prep^a.ion of cross-linked copolymers a«o«li«8-«-«^ of 
all./i'rnr'cBri ^^t^ ;„ said non cross-linked polycarboxylic copolymers 
irL«i.in'an aqueous medium^in die presence of an activator and of said cross- 
linking agent. 



is 



-16. ^ 

18/process aoc e rdmg ^ claim 17,4ft-^v4Meh the activator is chosen fronytarbodiimides, 
quinoline derivatives and mixed anhydrides. 

19- ^rocess for the preparation of non cross-Unked copolymers aooorji^g to claim 1, 
c ^ai^cto £ td? m^^ [ the monomer of the non saccharidic polymer eis=:g¥afted onto the 

5 polysaccharide in an aqueous medium, under an inert atmosphere and in the presence of 
a catalyst, which monomer will then polymerise under these reaction conditions. 

I 

20- (pharmaceutical composition containing at least one active ingredient and, as an 
inert support or excipient, at least one cross-linked copolymer according to one of 
claimll tp^. 

10 21- pharmaceutical composition containing at least one active ingredient and, as an 
inert support or excipient, at least one copolymer a ccording to on e of clainyj \4Ses^^ 

'Use of a pharmaceutical composition according to one of claims 20 to 2f for 

sustainbd^elease. 

23- Use of a phamiaceutical composition according to one of j^ms 20 to 21 as a 
15 bioadhesive pharmacetHiMl system. 

24- Use of a pharmaceutical coihfjosition accordip^o claim 21 for the specific release 
of the active ingredient at the level oHh^ca 

25- Use according to claim 24 to^^0fwey the acTlV^ingredient intended for the treatment 
of diseases of the colon. 

20 26- Use accordiim/to claim 24 to convey the active ingrcdient^vl^ich is absorbed at the 
level of thep<^n. 

rMJse according to claim 24 to convey the active ingredient which is degra^MJn the 
upper parts of the digestive tract. 



